B * IS # It Jt 

JAPAN PATENT OFFICE 



v>£*JBfcpg — -C*£ i SEW & <, 

This is to certify that the annexed is a true copy of the following application as filed 
with this Office. 

Date of Application: ^ U U .5 -^ y^iyo 



12003-3280 76 



» I f f 
Application Number: 

[ST. io/C] : [JP2003-328076] 



tB M A 

Applicant(s): 




fcb§E## tbSE# 2003-3086653 



2003-328076 



[ft*] 

[ft*] 

[5&9§#] 

[tt^fX(±©^f] 

[ft*] 
[I6W#] 

[ft^fX{±®Hff] 

[ft*] 
[#f*tMA] 

[»J#-^] 

[ffi0fX«m] 

[ftSA] 

[lttSU#-t] 
[#BrX(±g0r] 

[#a±] 

[ft*Xti*&] 

[m^#-^l 

[gteLfcftSA] 
[SttgiJ#-^] 
[ttdrXtt©/*?] 
[#S±] 
[ft*X(±*fa] 
[*IS#-^] 

[mmB] 

w**i 
[»#*] 



257253 

¥J£15*E 9J319B 

G03G 5/06 
G03G 5/00 

as mm 

imfflET^3T@ 3 Of 2^^/ >*fc££ttrt 
1IIKEBETAT3T@ 3 0# 2 -^r* y 



m^ABaETA^STB 3 0 
000001007 

f^EBEW3TI3 0^ 



2^- 



100090538 

m^H5AB3ET^3TB 3 Of 2^ty>ft5t^ttfl 

MUJ EH 
03-3758-2111 

100096965 

m^ABaET^LiF3Ta 3 0#2^-^^r/ 
1*1)1 

03-3758-2111 
I] 

#112002-291282 

^mwion 3 B 

011224 
21.000R 

mm^mm 1 
r i 
i 

9908388 



tBSE# 2003-3086653 



mm 2003-328076 ^- v : 1/ 



1 1 

TIEJt (1) 

H 2 N — A r 1 ( 1 ) 

t^$iiSMl7 5>f^!|^ Tie^: (2) 
Y 1 — A r 2 — Y 2 (2) 

3) 

Ar 1 

Y 1 Ar — N — H 

(3) 

A r 1 . A r 2 RWY 1 t±_tSEfc ffi£rC**o ) 
2 ] 

Ttfrie^ (i) a* 

[it 2] 




(4) 



R 5 R4 



[ft 3] 

(5) 

?r^1"o ) 

[»*Jfl3] 

huIE^: (2) 75* 



ffiSBRr 2003-3086653 



<&M 2 0 0 3 -3 2 8 0 7 6 ^- v : 2/E 



/ 




[ft 4] 

R 11 R 15 R 16 R 12 



Y (6) 



*17 R 18 R 14 

(s£<K Ri i >Ri s ti-enW$ftj£H*3RJB[T-, #t3?§ifc 1 ~ 8 O^-ftifrX *) %2>m 

3HSt 1 ~ 8 OV'fn^i 0 &<2> 7 y itT * frM, Wfe£ fzteMW.&<DT ') jl.- 
•r)vm, ttzlZ, m&ttzlti&W&O^V y'JUI-^L, Ri 5 -Ri e > *5 J: 

Ri 7-R1 8 (i> ffifliftiCKlI^ it^/;liii^7;^i/>i, 

t^^^y^n Y>i£%&WkVc&®'Q*>Z> £ fc *4HR fc * 1 * 2 fcE*<& 

ADy^mir 5 Wb-s-^oMit&o 

1»E&JKJ*MI&J^ ^4<H1 ooSR^fbTK^^Wi-* 'J ^^rEtfc^fc^rr*^ 

[i*«5] 

fl'S, tz&MWte(Oi--7^-)l<m, Zfzli, m&ttzltMW&Ws ir n^?> * v'jr.- 

Ji'i-eiii t i - 4 ov»wi:g«o^ny>'ftffi7 5 Wb 

o 

HUlfi^ 4 7v7 A^%*)^.vM±-y^-;Kb^^\ Pd (OAc) 2, Pd (Aca) 
2, (C H 3 CN) 2 P d (NO2 ) C K (C 1 0 Hs N 2 ) 2 P d C 1 2 , P d 2 ( 
dba) 3. P d C 1 2 , Ni (OAc) 2, Ni (Aca) 2. (C H 3 C N) 2 Ni 
(NO 2 ) C K (CioH 8 N 2 ) 2NiCl2,Ni 2 (db a) 3 > fei^'N i C 
1 2 *^i*^*^«{fn*Cit*^«fci-*j»^JS6twE«^^nr>'fk^#SiT5 > 

1b^^Mv£ 0 

8 ] 

B5IEia^tt<b^^. 7;^'Jil7^3y+K, 7;v*'J±iil7;i/ny+K, #t 
'J 7 A, isi^'j U 7A7>fb&£i£i: I) Ml£ti2> Z t 1 1"£ IS*^ 1 

-7<7)v i f^i:fet<7)^nyy^fl7 5 >ft^^lj|ffio 
[ffif 9 ] 

BUlE^: (2) (3) f^Y 1 S.J/Y 2 tf^ti?tiMmf%=F^*)Z>Z\ t 

111*311 0] 

«rERJ6WFOKjcEaK)5«5 ot;w_t 1 5 ov&Tx-ihzzt z&mt-t &m$tmi - 9 



tiJIiE# 2003-3086653 



mm 2003-328076 ^- V \ 1/ 

l%w<r>%m Anr>eti7 5 ornate 

[0 0 0 1 ] 

?ns^or>^fi7 5>^»ii, Bid, jsmo'f^^, ^r«*», 

10 0 0 2] 

|-t«lM#0*FI#:i: LT#flJ&fb#»"C*So 
[0 0 0 3] 

$ / t"7x-Mb^ot^ r ^ y vf7^-Mb^£m^ny>fbi-&s/c<^, 

JRJEd (#U;Lf;if, ;^#I«K2#0B O ) tcj: t)^?titl/: 0 L^L^^ 

£>, 7 5/ t: "7 x^;Wb^%£llL}lc^ny>fbi~£lKJ£^t±, ^ny><7>g#H3:MO^& 

f£-ei±, sfcoai^/Hf^ft&w^, gtfjo^ny^br ^ y tr 7jt-Mb^»/ftt 

[0 0 0 4 ] 

* JftiS-CfiB uchwa 1 d^Har twi g <b K «fc ») H#§£*lfc7 'J -i^7 -f 
K^»t7< >-fb^*t*r/<9^^A»«tT-CRJC£$*, 2fr^«fc <7'J-^7 5 ><ffc£- 

I5li„ ) o c: n ^Wb^"? x^ — ^Wbla^ZK-J&fli L-tz&ti&b LT(i, #1^ 

[#lt£m 1 ] #H¥ 1 1 - 2 1 3 4 9 
[#S^m 2 ] # W¥ 1 1 - 3 2 2 6 7 9 

[##^K 1 ] **f$Hb^, Vol. 16, 52 (1959) mikWm 
[imWJCffi 2 ] ^HHb^IflJM 3 , 6 6 ( 1 9 8 3 ) 

l&&JfrJcM 3]Tetrahedoron Letters, Vol. 36, No 
. 21, 3609 (1995) 

[*#« s jtltt4] J. Am. Chem. Soc. , Vol. 120, 9772 (19 
9 8) 

[IMHtttlR 5 ] J. Org. Chem. , 61, 1133 (1996) 

[0 0 0 5] 

[RS ZMik-t %> tz sb <o^m 
[0 0 0 6 ] 

ffiSE# 2003-3086653 



#11 2003-328076 



^-v: 2/ 



Ties*: (i) 

H 2 N-A r 1 ( 1 ) 

T^^n^^fir? yit&mt, tih^: (2) 

Y 1 -A r 2 - Y 2 (2) 

3) 

[0 0 0 7] 

Ar 1 

1 2 I 
Y 1 Ar — N — H 

(3) 

(5£<K Ar 1 , A r 2 RWY 1 (±_tfr2 i: £ 0 ) 

[0 0 0 8] 

[0 0 0 9] 

id^: (a) 

[0 0 10] 
[it 2] 




[0011] 
[0012] 

L/$>L&7^ M^^^^M^o/;^ TieRfL^ (B) 
[0013] 
[ft 3] 




[0 0 14] 



£tlfiE# 2003-3086653 



mm 2003-328076 *J : 3/ 

[0 0 15] 
[0 0 16] 

4fc, Buchwald^HartwigfiCJ:!) m^fitz^y V n X & T 

■J-;U7 5 >O^St^?St#li?l 1 - 2 1 3 4 9 -5g-&#L 1-32 
2 6 7 9-*&#Kffi*$*LTv»a h'J ( t e r t **"7^ >^ffflLt, TO 

IH'J (t e r t-^-f-ZU) *^7>f >J: 0^JSi-**«^JR««ftORlDtt*««v»)ti«> 

[0 0 17] 

t^^Mttcov^tii, mmiziiffiwztix^tz^tf, &.T<Dm&&mfbtiz 0 

Kfc(Dm%tf±£i&T $-£fcv\, Buchwald^Hartwig^Cil) K§3&£ 

i ^ i» M M* - ^ n r > i^<?) C W t S iibfi!l#lS^ ? > ^fS±Cl^i4 

[0 0 18] 

#H93Hi3V>-C, ±IE:£ (1) -C^$tL^»^#^T< >fL^tK±, TIS^: (4) 
[0 0 19] 
[it 4 ] 




R 8 R 4 



[0 0 2 0] 
[0 0 2 1 ] 



ttllEiff 2003-3086653 



mm 2003-328076 



^-v: 4/ 



(5) 

[0 0 2 2 ] 

&tf1~o ) 

[0 0 2 3] 

[0 0 2 4 ] 



miE# 2003-3086653 




t±llE#2 003-3 086653 



&m 2 0 0 3 - 3 2 8 0 7 6 ^- y : 6/ 




CF3 CH3 CH3 CH3 

(1-21) (1-22) (1-23) (1-24) (1-25) 




(1-26) (1-27) (1-28) (1-29) (1-30) 




(1-31) (1-32) (1-33) (1-34) (1-35) 




H3C C6H5 C 6 H S "CgHs 
(1-36) (1-37) (1-38) (1-39) (1^0) 

[0 0 2 6] 



mSE#2 003-3086653 



&m 2003-328076 



7/ 



[ft 8] 




(1-41) 



(1-42) 



(1-43) 



10 0 2 7] 

#*93KJ3v>-c, _tiB35 (2) v^uYvttft&witt&mt. r$tt (6) 

[0 0 2 8] 
[ft 9] 

R v 11 . R 15 Rl6 R 12 



ttmw.mt tz itmw:&W) ^^m^mt, ttz, Ri 5 -Ri 6> jsj^R 

T^?ft^yAny>^fM^^4:U^iL^o ±IE^: (2) 4>OY 

[0 0 3 0] 




(6) 



[ 0 0 2 9 ] 



[0 0 3 1 ] 



tbSE# 2003-3086653 



#SI 2003-328076 ^- V : 

Utio] 




(2-13) (2-14) (2-15) (2-16) 

[0 0 3 2] 



ttilHf 2003-3086653 



mm. 2003-328076 



lit 1 1 1 




H3C CH3 H3C 



(2-21) (2-22) (2-23) (2-24) 




(2-29) (2-30) (2-31) (2-32) 




(2-33) (2-34) (2-35) (2-36) 




(2-37) (2-38) (2-39) (2-40) 



[0 0 3 3] 



ttiSE#2 003-3086653 



#11 2003-328076 



^-v! 10/ 



[ft 1 2 ] 



H3C H3C 




« 1 




H 3 C 

(2^1) (2-42) (2-43) (2-44) 
H 3 C0 OCH3 C 6 Hs C 6 H 5 /°" C6HsF3C \ / CF3 

'-O-O-' , -0~ H rt^ 1 '-O-O -1 ^O-O-' 



(2-45) 




C 6 H 5 -0 

(2^6) (2-47) 



h^G .CH3 



(2-48) 




(2-49) 



(2-50) 



(2-51) 



(2-52) 




(2-57) 





(2-59) 




[0 0 3 4 ] 

, ^e^m-ei. o~i. 2m^:H ? ffSL<> $ <b Kffifljfij& ? ±SE5S (1) -Ctk£ 

*i£^«T5 Wfc^K**U 1. 0-1. lfS^^i}:^J:i)4fiL^„ 
[0 0 3 5] 

#»ip§k*5v»t, ±ie^: (3) "cmztiz^vyyitttmr < xt^^TiB* (7 



) 



[0 0 3 6] 



mtE# 2003-3086653 



£B 2003-328076 



^-v: 11/ 



[fb 1 3] 




[0 0 3 7] 

4- ^-T t: l£5£ $ ft 4 v» o 
[0 0 3 8] 



mSEJRF 2003-3086653 



Wffi. 2003-328076 



12/ 



[fb 1 4 ] 




(3-13) (3-14) (3-15) 

[0 0 3 9] 



mSE# 2003-3086653 



mm 2003-328076 



^-v: 13/ 



[it 15] 




(3-19) (3-20) (3-21) 

[0 0 4 0] 

[0 0 4 1 ] 

Sr*i-*&JK»«ES:l&^$"***#OV»-f*tO#^-e«> J:v> 0 &#*>*&£\ &mit&Vs t 
LXi$^7i?VMt&®$>&^te--;y-)Vittetyi)mZL<. £t)tft£L<li, Pd (O 
Ac) 2> Pd (Aca) 2, (CHsCN) 2 P d (NO2) CL (CioH 8 N 2 
) 2 PdCh, Pd 2 (dba) 3 > PdC 1 2 . Ni (OAc) 2. Ni (Aca) 
2, (CH 3 CN) 2 Ni (NO 2 ) C K (CioH 8 N 2 ) 2NiCl 2> Ni 2 ( 
dba) 3 , iSctCFN i C 1 2 frhtt&UZ. t) Ml£ tl2>'*7 Mt&*fo$>%> v»»i — y y~ 
)\sit&fy}X*$>2> 0 ±.%Zit^^iS^X \ Acl±7-bf;K Ac al±7-tf^7-th>, d 
b a (±v^>v'; r-*>T-fe h 
[0 0 4 2 ] 

ilil©fffll!±, WtcRje§*L*v»^ ±g5^: (1) ^^tis^firr/f^ 
it:WL, tlttl^Hfl-eo. oooi~o. itwt*s:U 5 liL(, ii} 

£p£ L < litlltioMf t 5 0 . 0 0 2 -0. 0 8tW'*4. 
[0 0 4 3 ] 

BBfit^O^W'SrWai^l*^-*-^ #K&5e$ttfcv*o JtlT, ftii^J O * <D t - B u it t 
e r t —rff-^^T^-to 
[0 0 4 4 ] 



tBIE#2 0 0 3 



-3086653 



2003-328076 



^-v : 14/ 



libi 6] 




CH3 H3C 



CH3 



l-Bu' P ^t-Bu t-Bu'^t-Bu t-Bu'^t-Bu t-Bu'^t-Bu t-Bu'^t-Bu 



(6-1) (6-2) (6-3) (6-4) (6-5) 

CH 3 

Q Q-CHa HaC-Jp 1 -^ » 3 c\^S^ H 3 CO ^ 

'^0 -*06 Oi.'Sii 



t-Bu 



H3C H3C H3C CH3 H3CO 

(6-6) (6-7) (6-8) (6-9) (6-10) 



N(CH 3 ) 2 







t-Bu' t-Bu t-Bu t-Bu t-Bu t-Bu 



(6-11) (6-12) 



(6-13) 



OMe 



t-Bu C2H5 
(6-14) 




N(CH 3 ) 2 if^i N(CH 3 ) 2 






p ^-^ p p OMe p 



OMe 



(6-15) (6-16) 



(6-17) 



(6-18) 





/- P \ / P 
t-Bu t-Bu t-Bu 



(6-19) (6-20) 
[0 0 4 5] 






t-Bu t-Bu 



(6-21) 



(6-22) 



&mm 2003-3086653 



&m 2003-328076 



^-v: 15/ 




t-Bu Fe Fe Fe 




(6-23) (6-24) (6-25) (6-26) 




(6-27) (6-28) 




(6-29) (6-30) (6-31) 



[0 0 4 6] 

-tie 1 ; >it&®<r)&m&izM Lxim^m^^ti^^^K utt l< itmm^^m^M 

U ^^-CO. 5~ 1 O^T"&0> «t nUi L < {4»«E+0&JP5tCJtL, 0. 8 - 5 fS 
[0 0 4 7] 

&W,T)Vu*^Y\ ^^O^A. is ilfj 0 * A £ & » «fc ») atf*i*i£& 

* v K\ i- V U "7 A > h * -> b\ * 0 -7 A ^ h 3f v K\ yf >)AxF+i/K, tf'J-^A 

v K\ * 0 -7 A * v -fu *°3r v b\ 'Jf^Atert-7KyK\ t h 'J ") A t e r t 
-7F + -/K, *';nter t - "/ h * v K£ Ztfmf h HZ> „ T )V ii 'J ±M£m T to 
n^v Y<Omt LTtt, v^y^y (* h^rvK) „ v^^v-7Av (i^yF) 
, TnyvAy (^y/n^yK) , 7n'>wy (A'J')Atert-7Ky 

[0 0 4 8] 

fcB!E# 2003-3086653 



Ifrm 2003-328076 



^-v: 16/ 



[0 0 4 9] 

<E>KJc-*> "TiB-e**o tt£0#ORj£ifij£»i, 5 0°C~-2 0 OtOKT-ff^fctil.^ jUR 

i±os*^«b 5 otcj£JUi 1 5 o Tcmr-c** - ta>mt Kfcmmn. m&izm^x 

[0 0 5 0] 

[0 0 5 1 ] 

(WJ) 

[0 0 5 2] 

(Hiitffl i ) 

^An-S^f, fflktK j|^^tL/:rtSf 2 0 0ralW3P77Xa(:, ^ 
#17 5 >ik&Wb LX±$tt (1-2 5) "C^$*l*T-'J > 4 . 6 5g (0. 05^ 
;p) , ^ny^TOM^»tLT (2-2 1) t*i$Wl-7'n^-4- (4- 
yo^7x^^) ^>-t*>l 5. 6g (0. 0 5t^) , ^JS«*SElwfflv^n*#JS'fb^ 
ftUTPd (OAc) 2 £ 0. 1 1 2 g (0. 000 5€^) > V ^-^EtfciP LT 
(6-1 l) -e^$*L*<fl;£-4&0. 60 g (tIi:itU)HT-4te) . ifi^tt'fk^fc 
L X 7- h «; ? A t e r t - 7 Y * v K 5 . 6 g ( 0 . 0 7^) , tLX?-7 
l 0 0 m g, vt^<h LT h 9 0ml *Mz.tz 0 *<D&^ t^WUi:rM 

o mutxftWLtz^ mm^x^mzL, t«is-^?D7h^7^- (hp 6 8 

9 0, Hewlett Packard (ft) I) t^i^f L, ^ 1 K|Ef£<7) g 

[ 0 0 5 3 ] 

(**fctf!l 2 - 3 ) 

Hifcfll 1 K£v*T\ SlC*tJ:Ti:^fl7^M> y^ny>eflf^i 
"To 

[0 0 5 4 ] 

(**fe0i 4^6) 

**«li:*v^, Hi izm-T X n ^7^1^, y^nyy^fif^ 
ft, ^«tt«^fflv>c,n*^JK'fl:^ft, V v^tEfi?, fcitfiSHE* 1, 4-v^-^Hf 
^g&TKJefcitfsabMffSrfrv^ *1 i:!E^§^^Dy>^fl7 5 Wb-g- 

[0 0 5 5] 

mmm 7-8) 

£ ^lz%zz.XKfci$l:V l fcmfr%T*ff^, U 1 ^StolW^DyHt^f i 

[0 0 5 6] 

amm 1 ) 

miE# 2003-3086653 



# M 2003-3280 7 6 



^-v: 17/E 



it&tyt LT±|2^; ( 1 - 2 5) -C7F$*l&7-'J >4. 65g (0. 0 5^;U),_L|E 
^ (2-4 1) T^^ii^y/Nnyyftf f ^a^^ L t 1 -3 - K — 4 — (4-3- 
K7x;^) ^>-tf>2 0. 3 g (0. 0 5t^) , »i&9. 6 g (0. 1 5^;U) , 1*1 
%¥>mmt U^-7x;)H00mg, LT o - a J jr n n^>-tf y 9 Oml £}JI]X- 

fot, ^-^^/^tcT2 o ot^mu 6B#TOf^ Kfcmttzfe, istt-ft 

[0 0 5 7] 

(it$5C#U 2 ) 

yAD-i^ipf, iUjgft, W^^^f L^I*I§i2 0 0mlO3P77^3(: > ^ 
f!7? yil&mt LTJiIB^; (1 -2 5) TmZtiZT-i) >4. 65g (0. 0 5^E 
, y^ny>{t^f Hft A fet Lt 1 - 7*o^-4 - (4-7ot7x-;i^) ^>-t? 
> (2-21) 15. 6g(0. 0 5^ )V) % ifeflSJfcfcjKUfflv^n^&JRft'&Wfc LTP 
d (OA c) 2 £ 0. 1 1 2 g (0. 000 5*^) . 'J ^^Ete^t LTTIS^C (8 
) b M (tert-7f)l/) *77^0. 4 g (^JS K*t L't/MBfcT? 4 ft) 

, SSttft^tLTtF'J'JAter t-7*h+yK5. 6g (0. 0 7^) , 

Lt?-7x-)H0 0mg, LTF^i>90ml Srftlxfco *-?>^ * 

/Co 1 tw/F-to 

10 0 5 8] 
[ft 1 8] 

t-Bu 



t-Bu P t-Bu 

[0 0 5 9] 

mi] 





















1 -25 


2-21 


Pd(OAc) 2 


6-1 1 


^■h'JOAtert-^h+^K 


3-2 


83% 


mmm2 


1 -1 


2-51 


PdCI 2 


6-10 




3-6 


74% 


mm\3 


1 -4 


2-23 


Pd 2 (dba) 3 


6-31 




3-8 


78% 




1 -4 


2-21 


Pd(OAc) 2 


6-24 




3-11 


94% 




1 -19 


2-31 


PdQ 2 


6-25 




3-14 


92% 




1 -6 


2-41 


Pd 2 (dba) 3 


6-23 




3-18 


84% 




1 -4 


2-41 


NiCI 2 


6-24 




3-12 


78% 




1 -1 


2-41 


NiCI 2 


6-26 




3-21 


72% 




1 -25 


2-41 


mm 






3-3 


59% 




1 -25 


2-21 


Pd(OAc) 2 


8 




3-2 


53% 



[0 0 6 0] 

L&7& ? <b, ^JfcOJtWJ 1 (VfrTym) ^> V >-Q-^@ej5T-i: Lth'J (tert-7 

o 

[0 0 6 1 ] 



mSE# 2 003-3086653 



f&M. 2003-328076 



l/E 



[34REI] 



ai!E# 2003-3086653 



mm 2003-328076 



#i^tiJM<7)## #0 2003-328076 

50301552931 

ffi^W tM^Ji^ 0 0 9 1 

B ¥J& 15^ 9^250 



000001007 

m^fr>A:HET^3Tg 3 0 

$»A 
100090538 

If^fflET^STg 3 0 
100096965 

m^#ABaETAT-3Tg 3 0 = 



2^ 



2^ *\;> 



2^r *^jy 



ffiffiiRF 2003-3086653 



#11 2003-328076 
Hi I A I I ffi i 



mm* 

i . ^If^ B 

m 



[000001007] 
1990^ 8A30B 
IfH5^fflEW3T@ 3 0#2 



